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Abstract of JP57131791 

NEW MATERIALS compound of formulal[R<1> is OH; R<2> is lower alkoxyl; R<3> is H; R<4> is 
lower alkoxyl or R<3> and R<4> together form an N-C bond; X is CHOH, S, C=0, C=CHCN or 
C=NR<5> (R5 is lower alkoxyl)]. EXAMPLE:"!, 2, 3, 1 1a-Tetrahydro-2, 8-dihydroxy -5- oxo-7-methoxy- 
5H-pyrrolo[2, 1-c][1,4]benzodiazepine. USE:An antimicrobial and antitumor agents. PROCESS:A, 
novel compound of formula II is cataiytically reduced to give the compound of formulal(R<3> and R<4> 
together form an N-C bond), and a compound of formula III is reacted with a lower alkanol to afford the 
compound of formulal(R<3> is H; R<4> is lower alkoxyl). The compound of formula II which is a novel 
compound is prepared by the method according to the reaction formulas. 



Data supplied from the esp@cenet database - Worldwide 



http://v3.espacenet.com/textdoc?DB=EPODOC&IDX=JP57131791&F=0 



2/21/2006 



©Int. CI. 3 
C 07 D 487/04 
513/04 
II A 61 K 31/38 
31/55 

(C 07 D 513/04 
277/00 



1 2 8 
1 1 1 
ADZ 
ADU 
ADZ 



© B*aftmr op) 

8115— 4 C 
6580-4 C 



HS57— 131791 

Bgfp57^(1982) 8 £14B 

^a- 2 

(£ 12 H) 



@* v V ->* 7 -t' t° y lift i * <7^i£-/£ 

S 9S56- 216205 
m 3S56C1981)12^28B 
feftM&B. ©1980^12^ 31 B ®-f +* U * 
(GB)©8041626 

m % m®m% 

JHSTP*W6 1-5-87 



g+rfTJJfrffl 4 -16-13-121 
©IS H8 M ttffllB? 

gOTj$jl|2-5-5 

j$mimmm 4 t @ 3 #±fe 

©ft S A #S± 



B ^ *s # 
2. ftstrmxtoVam 

V -ISC A 

a 2 o x 

R 8 tt *; * * i* Lj)oR 4 ttffi & r a n ^^i 
& z>«-i*:|rtR 8 £ R 4 £ # ^ -a (_ * cc s 
•C».-0|»^tiS«tstitl|it4, 

X (dt H - 0 H , > , > = 0 , = C 

2) (a)-KSC 




t, -as:* 

R z 0 V_X 

(b) 



-1033- 



R 2 O \_ X 





^8857-131791(2) 

«: :g :T £ 3 7fc R 3 £ K^t^lA, LtK ft o 

■TN-CM^tMt4tit.«ti)rS^Ji 

aom^irt^m^ y ^ r ^ ^ ymm^vcm-r 
fc* i t>- * © k m ® « k m -t i> o 

tliDmWcD t, 5 -OOgiJtjH^ y V s»7 -tf f 

t o #g m k t & « y y r f > gg $ # a „ 




(I) 



C £ <P , R 1 tt e K a ^ s/ g , 
R 2 « ffi & 7 a 3 ^ ^Si ,f L, 

& B -f & ^ t /t tt R 8 t R 4 i # ^ , L t K t 

X«'>JH-OH, >, > = 0, > = CHCN 
iA(lB S #fi8i7A3iifyS-c44 ^C = N-R 6 

JisBSiKfrWT, R\ R< x U R 5 i- irf h 

S> 7" h * f S , -f v y b * s/ £ „ £ 3 $ r h * 
^S, > a * * -y ££ „ -^Jf-i/A^-jf-ixgi?© 

-tti * o^ffi-ic i -> t 'tarn % s„ 

5fe 1 




7jS I 



-1034- 



KSJfHb-g-to CBD USrM-C* j> , j* i£ © 4- i£ K J: 

xmm-r z a^tn. 

tt1Bffl©f*iSffiT£> jff-J LOi'tys' 

A , 2-=-ho^:>'s/A, 4-: |>oKysi»4 

SftfejSxWTx ft t A-lris* 7 s> ■> a - ^jg, ,< 5 

SCEWiiffi , ft t SLVL.T \ 7 k V v 7 =7 ft 

fcin.l-ctcsfSfcfEffirAA y - a 4> r fr £ 
tUK LS ^ P> , ft i Afcf> * > - a , 

J- ^ / - A , /o/?;-A*|Ol»7A*;-A 

fcrSWEi L-C t©StE(C{jgffl-f 4«^tctl, SIS 
^RK Iftft^ft CIO £ #K g«Mb-£- % CI 10 t 
±&-r-&&* t ©%•£«, e.©#gflfl©?5lilftec££ 



HBIBB57-13 1791(3) 

t *o 

-a, ro/w- A^offigt r a a y - a CUD <p , 

flij f2 7j ffi I i- i J K t xm m Lft gfiMb* 
m Cla] Si- it? CI '0 tt'itffloSSKi ft j*ft l> 




C V E 1 1 J (VI) 




(II) (V) 



1* T * !5 , R 5 tt*A*>i'iifcttl^f Ait 
SliBfe A 

ft** cvn mt** cvun 4 fttt*c** * * 



-4 - ( 4- = Y U ^ S >J * is ) - $ ^ j \ 
^SlfStttf' f -V - 7" A • * 7 • 7 * f- \£ 

* 1- •? f * . % 3 0 # , »34 iHrcie&six-c 

4 5 -3o«mt#* CYm rc i%iMit&to> & 

fc**t-toar»rc* £t £4 air* *. 

ft* ft CVID ®R 6 K*-H-*x * ? Aft^ftft* a 

*• * f jg * t lx n , ft t ? * = 

a^ h * f * a *' = a fl| © i j a 7 A ( ffitt J r 

An * * A *' = A'S^ifH' e>^-& o 

ft CYHOKIE&JB** ft<t 
^tfesfgftfe, «JMbft9©«" a y >Mbft, at 

t Lxmmm an i^m-rz,^^K 

in. m <Dfa&m<D&&T Kfr z 5 t 4j9s 



-1035- 



5> ;< ?- A * A * * f K , x f ? t K " 7 5 y , v- 
^oa>^>, ^ o n # A A , 1^ MVOJ: 5 5 

£©£/SW:*f t L<W:^ If ffl©#«iJ|ig t> L < 
Xrfi >H-OHtf^f £ g6*Mfc-£:fe cvn * 

ft-S-fe ZU tta^ii^f^Mb^ft^* a <H if f 



«BH857-13I791(4) 

COS'Etti' i? p d > y , ^pa^AA^E© 

hlB^iiftAic i -o-r, fi 6 7JJ* ^ *• * -c 
*>£ft-&% CYI3#»Mi4»*rCtt, £©ft-&* 

©K*Hfc** CV) tU««tit'i#TiS, 

ft** [ID ttft#% m fcft^-fc CIV: tKJS* 

mitr a ; = * a y ^-7A5i'Oi5S7j<5iS^7 

AS=?A7A* U.^JS t,L<tt**ft7A5 = 

9 a r a * y : 7k3? ft * <7 31 'j * a ^ © 



T A * y d^M^O £ 5 *Sffl©a5c»J*s^lrj' fe 

ft -So 

* « T K * -f o 





ft 3* h£ 


1 




2 


H .OCH„ 



*. & 6 i@fffl jji tm m l , io»i*ii 8 ? £ a 

O-'ffi^ (7 * t^K«/8 L7c„ y 14 SiflUS IB 
i [ P 3 8 8 ) 4 6 ~ 7 a nBA/2 -7 ^ * pc 
tt*tt«S©ttKf>3R«Bfrci J>f*ALft. Kttft 
■frfe 5: > a -t a n - xfamWLK&ffi Lit, £© 

/*.<, ( n >- h n - AgfK:tt> A -fe A n - Xjj<flg 

*t)*)oa*iri h iei, tt4 b nottiens: 

#L>t. Kttft^-lfeoeiflllRlCfrfJ-itfltlHRffiig: 

in >- h a - »vc?i-rmfte>mmg. ( i ls =t/ 

CxlflO-lOOJKlTtgfcLA:, Sip, T 

♦±i**So¥^«kflrJBiHi ( M8T ) , CM^fP 
K^iie*?: ^©airc.7S-r. 
y ^/<t4.e nam f; 3 8 8 Ktt-r z KSHt^fe© 

CLB®t4 



-1036- 





"7? 

(EEJ 


( 


MST 

( am 


I LS 
























1 0 


0 


9.0 





toanBoffi saffians bVKtumma^o.. 
fT-^^ i ®# l, "ivy my, * 

■V y = |- - ;w , Ty^lS'^ — * h » ^ * S' ? A h 

y s/ y "t - \ , ^ a * , £ 5 t L -c x,» , ^ 



^857-131791(5) 

iffli«ittiit> tSiiSttt 
« X 5 fC, «#*J*L<tt»89ffJ3: 

t %-?^*o n®m& CIO 11 ft IK H 
a ore *fl-a*ofitaSiBfiK«B*f i 

Bft<C^«B CI] ©&*S4 L < tt^fttttfeif 
A t L < UBteJCjR-S-^ 1 0 



) - 5 - / fifyiy/O^n) K( 9 ? ; © 
^h?tKB7?y( 30«f)(g(J44-i: Kb 
*f-L-7"P!) >-( 3.8 6 ? >, b JifATS 
f ( 5.9.5 7 J ( 4 0«() <Di&-&mvcmX. 

it. cosB«t«it i o^matfi,, kii 

«& L ft . So^*)8$%lS»-CPHl,5 K P SI 
Lfto tffttt LfcfctlRiiFflU *ftLt, EK<t y 

^-c&&Lft&, ^^^tsesu, 1 

-C2-=ha-4-( 2--ho-;v^A^-* 
) - 5 - > Hf.i"<y'/0)-4-tFBJf 
_ L _ r B y y ( ! o. 9 7 j fc n ft . it * 2 1 9 

1R(^ 3 -Aj : 1720. 1 635cm -1 

NMR(DMS0-d 6 ) S ppm : 2.0 - 2.4 ( 2H, m),3.08 
( 1H, d, J=IlHzj, 3.55 1 1H, dd, J=llHz, 
5H7. ), 3.97 (3H, s), 4.1 7-4.5 ( ]H, m). 
4.47 (1H, t, J = 8UzJ. 4.9 - 5.3 ( 1H /b-K 
s), 5.62(2ti s), 6.95(lH, sj, 7.47-7.97 
(3H.m;,8.18(lH, d, J = 8Hz}, 



5iX&m ( C 20 H I9 N 8 O I0 t L-X ) 

St*ffl 5 2.0 6 ;H. 4.1 5 IN, 9.1 1 

flue® c\ 5 i.9 5 ;R, 3.9 5 ; N, 9.0 8 
(2)l-C2-=bB-4-( 2 - = h p <•< y f /i. 

* * v ) - 5 - * h*S"iy</-f>]-4-t|.- 
b t -X - L - / u y y ( 6. 1 7 f J £ 1 , I - A- A 
*■ = ^ j> 4 5 ^ y _ A C 4. 3 5 9 ) tIZmT Y t n 
K p 7 ? y ( 1 OOrf) i©aS^feiS:^%*-^^Bj 

<bTA = =^A.;f-^A( 0. 5 t % 2® )%-l0 

t; TiSfliTK:jn^7t 0 msifazm cUBtx 1 o& 
SJfllffL.Tci^, * ( I Orf] 5: Jp^.7fc„ Lrt 
ZfclK5:«P«ilL, Ft&%m&X p H & & 
HLMmvctf L7Co ^iSfre^®^ fl-KimM L> ^ 

-7 * * a -r&Jg LTffiffiKML, iP^^igt 
E7(CIS«@U, I - C 2 - = m'- 4 - ( 
Z- = ha><y«»A**S/J - 5 - > I- 3f 
l /0)"4"C K f S' - I- - 2 - t' " ) s> y' 

* a rr a ^ t k ( 4.5 p ; *&Aio 



-1037- 



tit t \ 5 k k o 77 y e, n& n l ^ <, m & 1 90 
~ 1 9 2 c t frm ) 

"max : 1740, 1620o» -1 
NME. ( DMSO -d 6 ) cSppm : 1.87- 2.27 ( 2H, m), 
2.98 ( IH, dd. .T=l0Hz. 3.4Hz). 3.56 ( 1H, 
dd, J=ioHz, 4Hz), 4. 1 0 - 4.5 ( 2H, m ), 4.7 
-5.0(lH,m;, 5.G3C2H, s J. 7.]4(lH, sj, 
7.5-8.0(3H, m) 

(DRAM 1 (l)0 3Ertt t H»K L T T IB ft £ ft fc fl 

l - ( 2-;M-4-'!yi'Attf-5- 
> h if 6"!y/^A ) - 4- e Kd*!'-L- 
r n y v 

NWR(l!MSO-d 6 J5ppm : 1.9 — 2.3 ( 2H, m), 2.83 
- 3.2 ( lH, ya- k d, J=i 1Hz ), 3.5 1 ( 2H, 
dd, J- U Hz, 5Hz|. 3.93 (3a a). 3.8- 
4.13 ( Hi m), 4.13 -4.7 (2H, m), 5.2S(2H, 
s;, 6.9 (lit sj, 7.4 3 (5H, s;. 7.83 ( 1H.SJ 
(2) 1 - ( 2--hD-4-'<>-^A**i'-5- 



5^357-131791(6) 

D!|y(3.3?)tT*fy( lOOrf) tOfi 
9 ) SSD^/to tCS^iigfiT 1 0#ffl$ 

+ *ttaJLit. s«* L-cai D ,'*gtast 

^ y 7 u k'a i - =r A "Clft^ft L, PILt, 
1 - C 2-=|-n-4-^v5>A;t*s'-5-> 
^yix/OJH - * * V - L - r a y > 
( 1.7 5 9 ) 

Ift( *s> 3 -,i./i,max : 1760cm"" 1 
NMK( UMSO-d 6 ) <5ppm: 2.2-3.4C2H, mj, 3.4 
-4.0(2H,m;, 3.94(3H, s;, 4.08-4.6(lH, 
mj, 5.2412H sj. 7.0 f 1H, s), 7.42(5H,s). 
7. 8 (1H, s) 

[3)1 - ( 2--ha-4-^:^->>A^-JrV-5- 
,< f*s"!y/<A] - 4 - * * y - L - y- p y 

* ( 1. 6 5 9 ) t N , »'-*A*-:a^ J//- 



A ( 1.94?; £ ft *l ? h ? e K n 7 5 y ( 100 
rf) tOl^fe4 4 0 ct2J$Kffl)$L-fe o to 
(Sfti**ft7A5 = »J.!lf Ji| 1 5 0 n? ) «t 
ft SI T I- 7 e K a 7 5 v ( 1 0 0 ml ) £ O&^^K. 
mm* , - i o :Tl7Li, tog 

n ?5:2!niJtii ; r ) nL, S-g-fefc - l 0tt20* 
LTfco t ©zg-g-feK/X ( 200*0 

f-A ( io.orf)it-2 o wmA.7to 7F@ynz 

= ^-A^r»*ft LfcSU iFlfc L-c\ 1 - ( 2 - 

y-fA;-4-**y-L-2-K"P!)i'>'*A 
7- 7 a f t K ( 1.2 ? ; fcflTfco 

IR(*s> 3 -A) i/max : 1730, 16 35cm"" 1 

®t m_m 3 

(1) 2 - = h o - 4 - ( 4- = ha-"<>s>A;+*5/ 
J - 5 - > h*i"«>"/0;o!i K ( 5. i 3 t ) 



4 - t y y y * A *• v » ( 2. 0 5 9 ) t h y x f- 
a r 5 y { 4. 2 9 ) t * ( 7 0 me J tbfi^*K» 

Ttp^LTt, ep^3:^HTK^:^ftia LTto as 
t x ? / - M-bsea lt, 3-[2-^p 

-4-( 4--tB^y i /A ; Hr^)-5-> |. 
* >s ^. y y ^ /i, j - L - 4 - f r/ij y * a *' >• 
« ( 5. 1 3 7 ) fc f# ft „ 1 1 5-1 17C„ 

IJl( Ktnax : 3500, 173 0. leaOrm -1 

NMR( DMSO-d 6 ) tfppm ; 3.0 -3.5 (2H, m),3.98 
(3h, s ) , 4-6.2(8H,m;, 5.43(2H, 3). 7.0 
( IH. d, .)=lHzj. 7.73 (2H, d, J=8Hz;, 
7.85 {1H, s), 8.27 (2H, d, J=8Hz ) 
(2) 3 - ( 2--ho-4-t 4 - = Y a ■< > -J A 
5 - * \-*!y<yyjfl.)-L-4~ 
7 y y -y A a *• >• ffif ( 1. 7 ? J £ 1 . 1 - * A iK 



-1038- 



= * sm s - a ( 1.2 m t igfli t 

7 9 y(50»()t © t 4 0 C T, 2 ^raa^ 

=. * A 'J ?• * i ( 100^)ii£«? h 7 £ K P 7 

5 y ( 5 Orf) £ Ofi^lKliA-^K^, - 

1 OttlTLft. t©ZI£-«BK:*3gfl;TA5 = 

t k ii m l. ttivcfc t i o«e ) zmx.it. m&ifa 

/to SlEtS^Seif-A ( lOOrtOKig/SLx^Ffg 
to £f 30 L tc „ i!F ?S £ K t- I- U * a *fi? j£ 

S Lfc. a*** *A + -e»#ffc L"C, 3-( 

2 - - t" o - 4 - ( l-shB^y^A^jfyj 
- 5 - > h*S"!y//M-l-4-V 7 ./j| 

^ * a r r a e r( 5 5 0f Ji^A;. 

IR( *:/ 3 -A.) i/max ; 1740, 1620OT 1 
NME( DM80 -d 4 J <5ppm : 3.0-3.67(2H, m), 
3.77- 4.57 ( 3H, mj, 4.0 ( 3H, s), 5.43I2H. 



»?ISI«57-13I791(7) 

s;, 7.27( 1H, a), 7.74 ( 2H, d, J=gHz ), 
7.87( Hi, s ), 8.3 (2H, d, J=9flz), 9.67 ( 
IB, s; 

(i) * - 5 o « ( y/v > jS^-ife (a) 

ysf-*r s y I JO Jf Jtivz - ( ten - 

T - h * -V * A *" = /I- * * -V ,f £ y ) - 2 - 7 x = 

A7t ( 2 7 0 f JSrJPt*. )S-&fe5:^ 

iS T 5 &f IHJ L . ^^fc>^w^ ( 3 0 0 mtX 3 E] 
> Tttffi L7fc D Mm&i-t: pfl3Ki 

6U COKttft LTtfglKfc f- A ( 5 0 0^ 
-C5lal)-cifflLA„ ttttJ»fcft**Ttt# L. 

f» ATfel^iPl L. iSttfrKJET 

- e KnJfs/-L- 7 -py ^( 1 7 7 ? ) £ & fe © 

lt^*, fl-wjSKjpfttftafi.^-Ai.t,-. 

L7fcp 1 26 — 1 2 7 c, 

vmax : 3350. 1730, 1655CTT 1 
MMft( DMSO-d 6 j flppra : l.4(9H, sj. 1.8-2.4 



(2H, m;, 3.07-3.73( 2H, m), 4.0-4.53 ( 
2H, mj 

5c*«-ff ( C 1(1 H 17 N,0 6 i i, X ) 
~tt&m 5 1.9 7 ;H, 7.4 1 IN, 6.0 6 

Mfe®. C, 5 2.0 1 ; H, 7.5 7 I N, 6.2 0 

ft, t ft. K = -y *• A ( 4 8 3 9 ) fa X. . R 

tus.x xnwvmzmrtit* i^fetiFiLt 

= ■yrAfrEJitXL, FffifrN-iert-r 

A = A - 4 - K Kai^f-L — 7'P 1) y ( l 77 

? j OftKif a ( it) fefaKHA*_ito toflS 

* ^ r * L ?t = ^^Biss^^^^-j/^i-cse 

«L. FiSK/g^SriWctt-FK:®* LTto t&mt'p 
KU, N - tert-7-h*-y*A*' = A- 4 - £ 



K o ^ S' - L - 7' p ij yj'? i=JMf-M^f 
A(2567)fr£fco l»j*L103~104c o 

J R( ^^ 3 -/u) i>mai : 3500, 1720. 1690 cm -1 
NMR(L»MSO-d 6 ) 5 PP m: \H\%]) 9H, 

1.77- 2.33 ( 2H, m), 3.13- 3.67 ( 2H, m), 
4.1 -4.6 3 (2H, m;, 5.10( 1H, d, J=4Hz;, 
6.90 (I; ,lH> 7.38 (10H. s;, 
TtmftVr ( C 2 , H 27 NjOjtLT) 
rt»H 6 9.5 0 ;H, 6.8 5 1 N, 8.5 2 

mmm <-\ 69.55 ;n, 6.8 9 :n, 3.53 

(3);Ki^ LA h !» 7 A * pSK ( 24«<)Ofy ^ ^ 
( 48rf]«ICN- t. e r t - y y af s/ * a = A - 
4-E KB*J/-L-7*Py ^^7i=A>f-A 
x 7. f A ( 2 3 6 ? ] O ^ > A ? A * Jf y ( 
500^;rSfSfc»^.7t:o t©!gi i $K:N,N , -^->' 
n. ^ if- 5/ a * A *' f -i 5 K ( 3 7 2 ? ; 5r M X_ , 

A ( 3 i ) TSW LT, tnrcs / if®<1627; 

o>^>--a (5oo«i«; <nm.zmz.±o ~m<t^ 

% 1S t. ©£ifetfSj(&-T LASfc. * ( 5 0 OrfJ 



-1039- 



->Ti%m*.mi- h y * i*igffiTgfeif' LTtau * 

ft L. 65®^* s>-7 ifftSL ri®&MJET 

-4-*ty-L-/pj x s> 7 * = a > A x 
^ f A ( 19 7? ) iilfto i,i,97~98i:, 

IR(*s/ 3 -Al »mai : 1760, 1740, 1700 OT 1 
NMR(DMSO-d 6 ) <5ppm: || 7 | |j } 9H, 2.4 5 ( 
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U «ofc*fgttfcfcaB;ic*7-|- y ■? a * m & X 
= a y ax * a ( 2.5 * j &|gfeoi*tt«at L- 

IR(7-<AA} pmax : 3330, 1735CTT 1 
% 

NMR( CDC* 3 ) dppm : 2.7-3.03 ( 3^ m). 3.6- 
3.83(2H, m;, 3.85(3H, s), 3.9-4.25( lH, 
m). 6.90( 1H, s), 7.33( 10U, 3) 

(6) 2--hP-4-( 

) - 5 - > h * ( 4.4 9 ) t ( 



5 0-f) <t<DS-g-!felfCtt[-fb^* = A (6.0?) Q-< 

*}J LTfe 4 - / F * ?/ — L-7'py s 'J 7 * 

- a y f- A x ^ t- A ( 4. 1 7 ; , I- y X ^ A 7 5 I' 

( 2.o 9 Tfl- ( 5 Oanoa^torcsn 

®?x^-a — x — f ATBfii L» ^<*L. F«L 
T , l-C2-=hn-4-(4-=hn-?^^ 
A * ^ f ) - 5- / Hfy/<y'//*]-l-> 
b * j'-r 5 y - L - 7* p y x^7i-a>^-ax 

^ ? A ( B.l/)4»ft.MfflM«(lftiifA 

- x * y - a tf» fe W*§ H Lit o IS** 145-147 

c ( d-m ) . 

IR(^^ 3 -a; »maJ : 1740, 1650cm -1 
NMR(DMSO-d 6 ; cippm : 2.77 - 3.56 ( 2H, m). 
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i:7§l!} ,3H ' 3-95(3H, s), 4.0-5.3I3H, 
m), 5.48( 2H, s), 6.92( lH, m), 7.28 ( 1H, 
s}. 7.42(1 OH, s), 7.79(2H, d. J=9Hz;. 
7.93 ( lH, s), 8.33(2H, d, J=gHz ) 

(7) I — C 2 - - 1- n - 4 - ( 4-=\.vs<-siffl. 

^•t'/ ) - 6 - > h if s/^-y/^^, ] - 4 - ^ y 

* -y << ;y - L- ro ij 

r m ( 5. 4 7 9 ) b r - v - a ( 3 nt ) t <Dm&%a 
K v v 7 a * BftK ( 9„? )±tiaJLit, z. <D&m 
KftUX 3 0 # ft ft ft LTfco t©*«Kf-fyr 
afAi^fAiJpi, HffflL)ttt*tS»*Lt. 
1 - C ,2 - = H a — 4 — ( 4-=lo'<>-yA;l- 

* f 7 - 5 - > h*y<y/-(*)>-i-> v * 

IR(*s> 3 -A} i/max : 1735, 1650oT' 
NMR( DMSO-d 6 ) ,5ppm : 2.72 - 3.32 ( 2H, m), 
i:84(l; )3H ' 4 -<H3H, s;,4.12-4.6(2H, 
mj, 4.6 -5.0 ( 1H, mj. 5.4 3 (2H, s), 7.04 ( 
lH, sj, 7.72 (2H. d. J=gHz. 2hV. 7.841 lH, 
s), 8.26 (2H, d, J=9Hz) 

IRl^s'j-A) irnax ; 1720. 1 690 cm -1 
NMR ( DMSO- d 6 ) <Jppm : 2.6 - 3.6 ( 2H, m), 
i:82(S;' 3H - 3-97(3H, s). 4.0-5.0 ( 3H 
m), 5.42(2H. s ). 7.12UH, sj. 7.7K2H, 
d, J = 9Hz), 7.82 (lH, s), 8.2512H, d, J= 
9Hz;, 1 0.1 6 { 1H, s) 

turnm 5 

(l)N-tert-7'l-*s'#A*'=A-4-**y*- 
L - r n y ys?7x=A>f-/ux*?A( 1 1.8 5 

(9.64>)t*?f?t|' , o7?y| 10 0««)K 

i/-> "C i8 IS£ 3: is£ 0: Lfco Sit S: -< > > K 

lS*Lt!'M»'*;p^K? 7 * - CC ft L, 

%&t>-£X®W*M.E.TK®& L-c. N - ten 

- 7' o "J J- S> 7 x=.A>^-;ui^xA ( 1 1.2?; 

IR( 7-fAA ) umax : 2230. 1740. ^OOoi" 1 



??Ff3B3 57-131791C9) 

(8)l-C2--lo-4-( l--\v*Z*t>A. 

A * -y ) - 5 - Hfy<y/^)-4- / h 
* ^ S 7 - I, - 7* n y v ( 3. 1 9 K N.N'-* 
a = a j> ^ ; ^ y - a ( 2.0 6 f ; *> X. VfttikT 

1 <? t K. n 7 7 y ( 20 0 »«)Ol^fti 40 CT 

2 0Sfl81St# L'/to tOif ffi***<tT A 5 = 9 a 
Stf A ( 2 0 0"?J frXJ/ftSf 1 ? K Kn 79 

v ( i o Omoofli-a-iifcii'cg**- *£h^<p , -lo 

c-cffi-FLTfeo c© jf^feKTkJMb r a ; = ? a 
U.^fA ( 2 0 0»¥ % 2 0] ) S:iIJPL.7t„£©iS^ 

ftSTpHS.OKiSI, ftS^^AtJBATto 

? -7 7 < - (c f+ l^o b^® * *■ a rmmLx , i 

- C 2--M-( - ( 4-=hD-tyi»A^-Jr 

5^;-5-^h^v-;>'y^AD-4-^l*^ 
W ;y-L-2-K"o y-^^*A7'TAxe K( 
7 0 0 L-r?i^„ 

NMR(CDC* 8 j iJppno : l.2-l.6(9H, m;, 2.7- 
3.3(211. m;, 4.2-4.5 (2H.m), 4.5-4.87 ( 
lH.ni;. 5.1-5.4C1H, m;, 6.9 (lH. s),7.33 
(10H, s ) 

(2) N - tert-7"hJe-i'*A* - = A- 4-s'r/> 
f- u y - L - 7" n y y. i> 7 s = A > ^- A a: ^ f A 

( 9. 1 7 ? ) S: / - A ( 50««;KlgePLfeot 
O^ffiKigftTK sE A' * L7t > ^ y - A( 20 

^kTk/S-Ci^iP L . MJ if-A7 5 pH 8.0 (C 

Sit»e-7 * y * ^ -cffigfe l. s^^taa^ip 

V-y-L-7°cr y ~s if 7 x— A>^-A^t^-rA ( 
4.3 2? JtfflfeOitt^t LX®tta 

IR(7^AAJ i/max : 3340, 2200. 1720crr l 
NMR ( DMSO - d 6 ; 5ppm : 2.68 -3.0 ( 2H, m), 
3.36-3. 8( 2H, m;, 3.88-4.2( lH, m;. 5.5- 
5.72(lH,m>, 6.8 ( lH. s;, 7.16-7.51 10H, 
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y ~i x y 4 a 9 p y n4.32Mi4^7;^ 
f- 1/ y - L - r p 5 yj)7i-A^fM?T* 
(4.28? )t%S«ifA,( 80-»nrt(g»L,t 

©igj£ * **Sf"»f T^*p Ltc. tLommvc t y i 

A T 5 v ( 1.8 5^ JOftSUffr'l 2 0 »f 
1L. gttiiSETKSiLT, 1 - ( 2 - - h 

' NMR( UM80-d 6 ) <J ppm : 2.9 -4.0 ( 4H, m;, 3.9 
<3U, s;.4.1-4.5(lH,m), 5.28(2H, s), 
5.6-6.1 ( 1H, m), 6.87( [H, s), 7.1-7.6 ( 
16H, m), 7.83( lH, sj 
[4] 1 - ( 2--fa-l-'iy f'A * * i/ - 6 - 
> f + y-o/OJ - 4- J'7^f-i'y-L 



^0857-131791(10) 

T = y_A(2rf;io if k: h y 7 a * a B^®e 
( 6 mt ) % in x. , t © S l£ z§! T 2 l$ Rfl u 

ItiPllLtl - ( 2- - ha-4 - ^ v i> A * 
* f - 5 — >■ h * S"< x y ^ A ) - 4 - ^T7> 
^ u > _ L - 7 - a y v ( 3.4 ? ) 5r^7fe 0 

lR[Xt> 3 -A; „max : 2240. 1745, 165 0 oT 1 
NMR( DMS0-d 6 ; <5ppm : 2.9- 3.3 (2H, m), 3.5 
-4.0(211, ml, 3.97 (3H, s ), 4.1 -4.5 ( lH, 
m). 5.27(2H, s), 5.6-6. 0< lH, mj. 7.03 ( 
lH, s>, 7.6 (5H, sj. 7.87 ( lH. sj 
(5)l-( 2-=hn-4--c^^A**s/-5- 
^ I - * ~: y-y ^/tj-4-S'T>/^-U'x-L 
- 7* p y x ( 3. 3 S- J £ N . N' - A a *• = A s> S 

2 0 0 »Oi(D/i^ft5:4 OCT 2 ($BS«re L7fe„ 

coi§SEi*#<tr/i-;=f j. 'jf »i ( 40 0^ 

) © & *S£ ? h5K |--p 79>( 5 .0 ) 4> ig-g-ife K 



!*K*Ift7>--nijf-n( i o o *g% 2® 

fM 3 0 0 «Oii-20T: T /HA*.. ****** 
«U ***0*«*t«-«-U-CJR5, TKftLTKE 

«■» y* * -> i -r«jg ffitt«ttap-cj» 

fTy>*-w>'-L— 2 — t"n 
A 7-T A x t K ( 2.9 f J.*«6»5|5 4 L-C^tt, 
IR(^ 3 -A) i/maj : 2240. 1730, 1640cm -1 

l-C2-=hP-4-( 2--hP^>-s>A 
f J - 5 - > h*f<yy^A]-4>-KK 
P*S/-L-2-K"oys'y*A 7'7 a y t K ( 
2 -54?)Of He K p" 7 ? v ( 2 0 0 ml )fg?/£ £ 
lO«A- ?£ ;i,i-g^( 1.7 ? +1.5 ? )iP&m <k 
LT, Tjfffi r 3 & ftS 7k £ jig Lrc. A*«E*rs"JU 

S^'fAtft^L, — l£JSL Kit, 1. 2, 3.1ia 



y ~ 7 - > h^^-5H-t'pp[2, 1 - C 3 C 
1.4 ]-< y y *v ( 8 8 8»7 ) **§7fc 0 ^?£i 

IR(j?^ 3 -A) ,max : 3320, 1595, 1455, 

1430, 1270cm- 1 
NMR( DMSO-d 6 ) dppm : 1.6- 2.17 (2H, m), 

2.83 - 4.0 (3li.ni;. 3.6 2 (3H, s;, 4.0 - 4.5 

( 1H, m;, 6.13 ( lH, s;, 7.28 ( lH, d, J=4Hz 

). 7.37 ( 1U, s; 

m^rnm 2 

(1I ..1 - ( 2 - = y a - 4 - ^< y ,j a * * *s - 5 - 
> h*f«>'y^AJ-4-#*y-L-2-K:" 

p y ^ v * a y 7 a t k ( 1. 0 f ; © b^K x a 
( 8 0 .«) igfS* 5 */« ? ->> * a -g£5K^ y 9 a ( 

mmztitm* * a^-c»^- l. pklti. 2, 3, 
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Y * y - % - ■< v >J /\> * * -y - 5 ft ~ t° v v I 2 . 
l-C](i.4]'<^/i'rt't'>'(0.85f) £ 

NMR( DMSO-d 6 ) <?ppm : 3.0- 4.0 (3H, m J, 3.95 
(3H, s), 4.1-4.67( Hi m), 5.26 < 2H, sj, 
7.0 2 (1H, sj, 7.43(5H, sj, 7.65UH, sj. 
7.83 ( lH, d, J=3Hz) 
(2)1, 2. 3, ll»-f fnf'P-2, 5 - s> * * 
y - 7 - > h*s/-'8-'<y^Aj|-*s'-6H- 
f a a C 2 , 1 - C 3 C 1. 4 3 ^ v V f T -tf f x ( 0.8 

■rf J Lfco l o */< 7 -j v u - 

mm < 5 o 0"? j tmm t lt, »iST3 o^ra* 

gi>^r*i a- 4 ofl-g-ig «( l : 20 

; *ro*ft L. FM Lt, i-2, 3, lu-f 

h ? K K p - 2 . 6-^**V-7-> b * v - 
8 - e K p * ^ - 5 H - f p n C 2 . 1 - C ] C 1-43 
y y s> 7 fc* ^ ( 1 98"?} t<f!t, 

°c 

IR(*s? 3 -Aj i/max ; 3350, mOan -1 
NMR( DMSO-d 6 j dppm : 3.0 -3.5 (2H, mj,3.76 
(3H, sj, 3.9- 4.8 (3H, m), 7.0( lH, sj, 
7.16C1H, sj, 7.62( 1H, yo-K sj 

g KJH .4 

1-C 2 - = h n - 4 - ( 4- = Y afy <y a 
* * ^ ; - 5 - > (■*s"!y'/0]-4 - > h 

if ^ 4 Sy-L-2-K'P'J V * A 7" T A x t 

K(6 5 0 «?)OS»ifA(60 Jl§?$5r 5 
7f9i-««/«!/?A( 1.8? JittBEilt, 
SfSt4^M*«gsJnL7to « SSE * «p J8U L 7t K , 

- s> 4 y y p c"a ^ - 7* A«f>-C»*<fc L 
t i . 2,3, m-f fnrB-z^^y 

^/-5-^*V-r-/ h t y - 8 - E K p 
JfS/-5H-t' 0 p[2, i - C ] C 1 . 4 J'* v </ 
T-b'fv ( 1 8 4 »>? J 5: ?t „ 

IK(;*^ 3 -Aj vmax : 1620. 1520™""' 

NME ( DMSO — d 6 j Sppm : 2.5 - 3. 1 ( 2H, m) , 3. 1 



8IBH857-131791 (11) 

IR(*^ 3 -Aj vmzx : 1740. 1600cm*" 1 
NMR( DMSO-d 6 } 3ppm : 3.0-4.0 ( 3H, m), 2.5 

-4.0(4H, m), 3.7 6(311. sj. 4.0- 4.5 ( lH. 

mj, 6.66 ( 1H, s 6.80 (lH, d, J=4Hzj. 

7.60 ( l.H, sj 

^fifeffl 3 

3-C 2--VP-4 - ( 4-=hP'0's'A 
* * -y j - 5 - * l- * -f <<y/^ a 3 - L - 4 - 
f- r y "y ^ y u a 7' r a r 'k k ( 3 0 0 »¥ ) Z&m. 
x a ( 6 0 «e ) i ;< * y - a ( 20«O £ © ai 

(g^ft^S? LTTIo CO(§"fi?*^ ? s- -7 i -fltfll^ 
£*8flnL, COECgl^aK10*/f7i'»i- 

wx ( 2oo»*)5rOT^t, *.*mmfZhvt2&f 

W^^LTfeo SkK Sr^SH L, ff 3 ft * » E ■ T K M % 

SBifco mm** - t Afri u&mx-i-* - x 

- x a ( l : 2 > T*> * -ft L t , l, ll»-fEK 
p-5. - a-ae-y-7-.* hap-f-.8-cKP*f 
-3H, 5B-f7/o C4,3-CKI.4]'<!' 
/^ffy (4 l«t)*%ito HjA l 8 7-188 



-4.K2H, mj, 3.80(3H, sj, 3.83(3H, s), 
4.1 -4.67 ( lH, m), 6.58 (lH, s;, 7.02 ( lU, 
s J. 7.24 ( lU, d, J=3H7.;, 10.23 ( lH, s } 

si tew 5 

1- (-2- = ha-4 c^-i/A^^y' - 5- 

- 2 - t* p y s' ^ * A 7' T A e k ( 2. 9 9 ) 4- 
>^/-A ( lfl«M ift®x^-A( I50rf) t 
©ii^?§!aErcigPLA: 0 10%s< y sf 

t j. ( 4 0 p*;£flW t Lt, ssr 2ir# 

lifl*^^Sn L/t. M<K%epgi| LTfcig, ?pft5:ME 
Trc^^iEiaL7Co gitSSxf-A - f w y 7" 
p fA a: - ? a ( 1 : 2)*-tri»5X^Lt,l. 2, 
a.ll.a-f ' i/y- 
5-**v-7-> h if-^-8 - E KPJf i^-5H 

- f p n [ 2 . 1 - C 3 C 1 . 4 3 -*« > y f T -b' tV ( 
6 3 5"? ; Sr^/co 

IR( sti'a-A J : 1620, 1600CTT' 
MMR ( DMSO— d 6 ; Sp pm : 3.23 - 4.0 ( 4H, m ) , 
3.8 (3H, sj. 4.1-4.51 lH,-m;, 5.0 -5.3( m 
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?»57-13179l02) 

m>.7.0(lH. sj, 7 .2(1H. d, J=4Hz),7.76 V ^ 

(IH. sj 

5g0Sfl] 6 

K n * V - 5 - * * v - 7 - / \ ■ * -y - 5 H - f 
RP[2 ' 1 -° K 1. 7 «\t 

*v)<D> 9 j ~ a ( i o 0*;«NEt* K *f tc 5 

ft L T , 1. 2,3, 10, 11, ln^ tt tKn 

-2, 8 t K»t f -.6 V - 7. 11 - 

f/Kf-5fl^n B [ 2 ,i»C)[i, 4 ] 
* f/f7f tfs, t 3 1 0»n l tw 

Tfeo 

NMR( DMSO— d 6 J <5ppm : 1.57 - 2.4 ( 2H, mj , 
3.0-4.0 { 3H, m), 3.170H. sj, 3.63C3H, 
sj. 4.0 -4.5 { 1H, m;, 6.28 ( 1H, 3 ;, 7.0 ( 
1H, s), 7.31 (lb, d, J=6Hzj 

ft a a #«± w a & 
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